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1,2-benzo; Y = CH2, CO, with the proviso that Y = CO only when X 
= 1,2-benzo; Z f R^.RMiisubstituted pyridazinyl, pyrimidinyl, 
pyrazinyl wherein R2, R3 = H, C1-4 alkyl, alkoxy, etc.], useful as 
cerebral function enhancers, are prepd. Hydrogenation of pyridine 
deriv. II over Pt02 gave 83% the corresponding piperidine HC1 
hydrate, which was heated with 2-chloropyrimidine and K2CO3 in 
DMF at 50-100° to give 78% III, which was effective in electroconvulsive 
shock-induced amnesia reversal at 10 mg/kg s.c. in rats. 

Ill: 174132v 2-Piperazino-7H-pyrrolo[2,3-d]pyrimidines as 
central and peripheral nervous system agents. Yokoyama, 
Keiichi; Kitahara, Takumi; Kato, Suiji; Tsuru, Kazutaka; Awaya, 
Akira; Nakano, Takuo; Horigome, Kazutoshi; Sasaki, Tadayuki; 
Mizuchi, Akira; Kobayashi, Akira (Mitsui Petrochemical Industries, 
Ltd.; Mitsui Pharmaceuticals, Inc.) Jpn. Kokai Tokkyo Koho JP 
01 79,183 [89 79,183] (CL C07D487/04), 24 Mar 1989, Appl. 
88/202,748, 16 Aug 1988; 6 pp. Division of Jpn. Kokai Tokkyo 
Koho Appl. No. 87 195,267. Title compds. I (Ri = H, PhCH 2 , acyl, 
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alkoxycarbonyl, 3,4-methylenedioxybenzyl; R2 = H, alkyl, alkoxyalkyl; 
R3 = H, alkyl, alkoxycarbonvlmethyl; R*,Rs = H, alkyl; when R2 = H, 
alkyl, at least one of R 3 , R 4 , R 5 = other than H or Ri = other than H 
or PhCH2) are prepd. as therapeutics for central or peripheral 
nervous system disorders (no data). A mixt. of a pyrimidine II 
(prepn. given) and 11.2% NH3/EtOH in EtOH was autoclaved at 
190° to give 537c I (Ri = PhCH 2 ; R2 = R3 = Rs = H; R< = Me), 
which was hydrogenolyzed to afford 85 % I (R l -R 3 = R 5 = H; R< = 
Me). 

Ill: 174133w 2-Piperazinoacetamido-4-methyIthiazoles and 
their preparation, pharmaceutical compositions, and use as 
anticonvulsants. Danree, Bernard; Houziaux, Patrick (Institut de 
Recherches Chimiques et Biologiques Appliquees (IRCEBA)) Fr. 
Demande FR 2,618,780 (CI. C07D417/12), 03 Feb 1989, Appl. 
87/10,738, 29 Jul 1987; 20 pp. The title compds. [I; R = Ci^t alkyl, 
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C1-4 monohydroxyalkyl, C2-* polyhydroxyalkyl, Ph, substituted Ph 
(esp. by 1 or more of C1-4 alkyl, Cw alkoxy, F, CI, Br, CF 3 , or 
OCH2O)] were prepd. as anticonvulsants. Condensation of 2-chloro= 
acetamido-4-methylthiazole with N-(3-trifluoromethylphenyl)piperazine 
in refluxing PhMe gave 76 % I (R = C6H4CF3-3), which was salified 
by HCl(g) in Et 2 0 to give 73.2% HC1 salt (II). The oral ED50 of II 
for protection of mice from pentetrazole-induced clonic convulsions 
was 115 mg/kg. 

Ill: 174134x Preparation of (indolylcarbonyl)piperazines as 
platelet aggregation inhibitors. Komoto, Teruo; . Takahashi, 
Yoshinori; Sato, Susumu; Katori, Tatsuhiko (S. S. Pharmaceutical 
Co., Ltd.) Jpn. Kokai Tokkyo Koho JP 01,132,579 [89,132,579] 
(CL C07D401/12), 25 May 1989, Appl. 87/292,277, 19 Nov 1987; 5 
pp. The title compds. (I; R 1 ■ H, halo, lower alkyl, lower alkoxy; R2 
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Of/^\(CHi)*R*. 



= imidazol-l-yl, 3Tpyridyl; n =.1-5) are prepd. ^Condensation of 
5^hl6romdole-2-carboxyUc acid with l-[3-(l//-imidazol-l-yl)pro= 
pyljpiperazine ' in THF in presence of l.l'-carbonyldiimidazole at 
room tempi overnight gave 76% I (R 1 = 5-C1.-R 2 =.imidazol-lTyl, n 
= 3) (II). II inhibited arachidonic acid-induced platelet aggregation 
witharfIC^of3.8X'l(HM.-; I \v;\^,. - • 

. . . -TRIAZINES AND^Oraj^ ^l^MBEREp .KINGS . 
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111: 174135y Preparation of l,3,5-triazme-2,4,G-trithiol trisodium 
salt mbnohydrate^Weber, Karl Ludwig;>Vari Raeindonck, Edwin; 
Stuetzel, Klaus; : Vingerhoets f Marcel (Degussa A>G.)~ Ger. Offen. 
DE 3,729,029^(C1.^7D25l738)^09 l Mar t 1989, Appl. 31 Aug 1987; 
3 pp. The title cbmpd is' prep^.^m 1iigh'yi©W and f purity,^a^a 
stable, flowable^cryst" solid by treating^cyanuritfl^ 
NaSH or Na^or their mixta, at 2O-70Vmamtaming t the^i)H $ >'7% 
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reaction mixt. and crystn. at 0-20°. Acidification of the filtrate from 
isolation of I recovers 2,4,6-trimercapto-l,3,5- : triazine which can be 
converted directly to I or recycled to the initial process. " Overall 
yields of I are >90%. * • ■ ' j ' . < / • 

111: 174136z Preparation and testing of as-triazino[2,3 7 a](is= 
o)quinolinium salts as analgesics, anesthetics, tranquilizers, 
sedatives, spasmolytics, antianginals, and antidepressants. 
Messmer/ r Andrasf* Benko, Pal; Gigler, Gabor; 1 Gyertyan, .Istvan; 
Hajos, Gyoergy; Hegedues, Maria; Juhasz Riedl, Zsuzsa; Pallos, 
Laszlo; Petocz, Lujza; Szirt Kiszelly, Eniko (EGIS Gyogyszergyar) 
Ger. Offen. DE 3,833,615 (CL C07D471/04), 13 Apr 1989, HU 
Appl. 87/4,436, 02 Oct 1987; 34 pp. The title compds. [I; Ri = H, 
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C1-4 alkyl, aralkyl; R2 = OH; R1R2 = bond; R3 = C1-4 alkyl, alkoxy, 
alkylthio, Ph, amino; R2R3 = O, S; R< = H, C1-4 alkyl, (halo- or 
02N-substituted) Ph; Z = Q^Q 2 ; A- = anion], useful as local 
anesthetics, antidepressants, tranquilizers, sedatives, and muscle 
relaxants, were prepd. 2,3-Dimethyl-2-hydroxy-l,2-dihydro-as-tri= 
azino[3,2-a]isoquino!ine (prepn. from 1,2-diaminoisoquinolinium 
tosylate and diacetyl given) in MeCN was treated with EtS020H at 
40° and the mixt. was stirred 1 h to give 46% 2,3-dimethyl-2-hydro- 
xy-l,2-dihydro-05-triazino[3,2-alisoquinolinium ethanesulfonate. I 
inhibited tetrabenazine-induced ptosis in mice with EDso's of 9.2-50 
mg/kg orally. 

Ill: 174137a Preparation of tetrahydro-l,3,5-thiadiazin-4-ones 
as insecticide. Nakaya, Michihiko; Fukushi, Yukiharu; Shiraishi, 
Shirou; Nakamura, Masahiko; Numata, Satoshi; Kodaka, Kenji; 
Ooka, Masayuki (Mitsui Toatsu Chemicals, Inc.) Eur. Pat. Appl. 
EP 308,961 (CI. C07D285/34), 29 Mar 1989, JP Appl. 87/239,002, 
25 Sep 1987; 34 pp. The title compds. [I; Ri, R2 = halo, Cw alkyl; 
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Rs = halo, Ct-4 alkvl, C3-6 cycloalkyl, C\-e alkoxy, Ac, (halo)phenoxy, 
PhCH 2 , PhCH 2 0, PhCO, CF 3 ; m = 0-3; n = 0-2], useful as 
insecticides, are prepd. by cyclocondensation of the appropriate 
carbamoyl chloride (II) with the thiourea (III). A soln. of CICO2CCI3 
in benzene was added dropwise to a soln. of l,3,5-triphenylhexahy= 
dro-5-triazine in THF. After stirring 1.5 h at room temp., 
l-(4-fert-butylbenzyl)-3-(2,2,2-trifluoroethyl)thiourea followed by 
10% aq. NaOH was added with stirring and the mixt. was stirred 12 
h at room temp, to give I (Rim = R2 n = H, R3 = 4-CMe 3 ) (IV) and 
its isomer 2-(4-ferr-Bu benzylimino)-3-(2,2,2-trifluoroethyl)-5-= 
phenyltetrahydro-l,3,5-thiadiazin-4-one. Eight I including IV gave 
100% mortality against 2nd-instar larvae of tobacco cutworm on 
sweet potato leaves which were immersed in 50 and 500 ppm soln. of 
I and air-dried, while comparative compds. 2-(ethylimino)-3-(fer£-= 
butylbenzyl)-5-phenyltetrahydro-l,3,5-thiadiazin-4-one and buprofezin 
were ineffective and dichlorvos gave 20 and 100% mortality at 50 
and 500 ppm. 

Ill: 174138b Preparation of 1,2,4-trithianes as odorous substances 
for foods and cosmetics. Masuda, Hideki; Kikuiri, Hiromi; 
Mihara, Satoshi (Ogawa and Co., Ltd.) Jpn. Kokai Tokkyo Koho 
JP 01,102,075 [89,102,075] (CI. C07D341/00), 19 Apr 1989, Appl. 
87/258,302, 15 Oct 1987; 4 pp. 3-Alkyl-l,2,4-trithianes (I; R = 
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alkyl) are safely prepd. from RCHO, HS(CH2hSH (II), and S in the 
presence of amines in inert solvents. Treatment of II and hexyl 
aldehyde with S in the presence of Et2NH in ether under water-cooling 
at room temp, for 4 h gave 56% I (R = pentyl). V Jrt; 

SiSVEN- AND HIGHER-MEMBERED RINGS 

/ill: 174i39c ^Preparation of 5,7^di8ubstituted \ benzo[f]diaze= 
pin-2-ones' as sedatives and intermediates. 3 iBouisset, Michel; 
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H 


hr 
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240( t ,4H) ,342( . ,2H) ,390( t , 4H ) , S70 ( d . 1H) . 
a90^790(n.,6H) .a65(m,2H) . 1Q90( br.lH) 


3290 
1620 


( 144—145) 


4 


* 


-N N 
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245 ( t,4H). 2.63 ( t.2H).388( t ,4H),395( t.2H) , 
670(d.lH) ,692(1 , 1H),705(. ,1H) .756 ( • . 1H) , 
700— 775(b,4H) . 1Q60 f br . 1H^ 


3320 
1600 


( 183— 1 84) 


5 
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200(«,2fl) ,250(»,6H) ,400(m,6H) ,a75( d . 1H ) , 
695 ( 1H) ,7.10(1. 1H),750( • ,1H) ,700-780 
(«.4H) ,a95(br, 1H ) 


330O 
1585 


( 151—152) 
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L90(»,2H),2.50(<a.8H),4.00( t.4H),a78(d,lH), 
690— 790(*.6H) ,a50(t».2H), 1Q06( br.lH) 


. 3290 
1605 


( 133—134 ) j 
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252 ( t ,4a).a56(i,2H).a94(t f 4H) t a70(d.lH), 
7lO— 75 0(m.3H) ,768(b.2H). a60(*.2H) ,a70 
(br.lH) 


3270 
1615 
1 590 


( 206— 207) 
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2SO(m,4H) ,2.75( t ,2H) ,390(m,4H) ,405 ( t , 2H) , 
660(d,lH),692( • . 1H ) , 7 0 1 ( . . 1H ) .755 (. .1H) . 
710-770(™,3H),lQ08(br,lH) 


3300 

1 eoo 


( 170— 171 ) 
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